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mlil*»69<0S«€:. ntt2aK,l 20fiftfr 
[*1 1 



(rx,)i>— 



(i) 



H IK, 



BEST AVAILABLE COPY 



1 



(2) 



1MBT9-2 08 584 




■o 



(ca^»-awi-(CH t ) a — n— ^ 




ttl*»^,9<0HBc€r. ntt2*»4> 1 2<0fflBt$:W. 



(I) 



R R'N-(CH,)n — H — ^ 



im&31 TK*lITiRS#l*£j«*HJfc. 
[<fc2J 

X'— (ay.-coNH- (apn— n— ^ 




(0) 



20 



Hfc3J 

V=CHO0NH- («,)!!— N-^ 



or ) 



Kt4] 

H,fi- (CH,)fi— f» ^ 



IT (V) 
R#**<Ofc*. R'tt. *Xftl-8r*HHH 

tr^rUTfcifcvMsrA'^y'f/ns, sax&i—i 2T 

fcWLTfc J: VOxC^T/P* — i 
2T'<V-tf>«i:y\or>». -Kn*>fcV41X h^i^Ji 

1 ~8T#I(***LT t* Jrt^T^a^^ii^Krjp 
***1^8T4rtt«**LTfcJ:Vx/xoT/i<3* 

&.ntt2frfc 1 2««t«t. 
Hfc7J 

R R* N- (CH^n — H — ^ 




40 



HjN- (CH,)n— N-^ 



(IV) 



50 



Jl on) . 

n'^ci 

3*VI«K Rtf***)**. R'«. **»1~8T*H» 

1 2T^>-tr>«±/\ny>'. —bab&Wjt^i, 

UTfc J: v>7 x/*^r/k> /4 /t*. 
» 1 ~8T4rt8Sfr*r LT <» J: kiTAC!*^***^ 
*. 8T , iH»««'WLTt±n/\DT/P3^ 

£ » 7 x ^/ur/to * ~>*nu#—tm*airt. ttz. 



(3) 



491179-208584 



*. nli2*»61 2<0HR*-^-. 
[fc8] 

R rN-(CHj)n— NH 

miHLXhJ:»Tnrt,S4n& % **ttl~8T4H* 
«t*"LTt»J:fcWNnrA'*y-{;WS. — 1 2 

1 2T'C>"«f>'«±^>oy>'. haft&VKlXMH' 

«i~8T4rtt«t*UT«>J:v^rn/3^*n^f=jp 
*a»i-8r4M(Mrrt*UTt>iiv>nTiW3^ 

£"*A4C=JI«. *6^4K3P»l~12T^"tf>« 
±/\d^>. = hofc*v4i*Mr>'aH«**UTi 

R. R'*^-oC4oTAoyy. -hoftiv^tt/h 

6 . nl* 2*>fe 1 2gaatt-^-. 
[Hf*JSl 0J TESCVIIIT*Stl*^tt«ttaW:. 
[fc9] 

R R - N-(ag n — w o 



[0002] 

rui^y (r- • **) ksks. puva 

<y9W'-JBlEltaWMHar> Kg. 
10 6C,OT1±*-<. IK=X7o<f FftASHi*. OfUttiA 




a 



Offl) 



**• JWSMt*if<0WfW8*«Bfflli:?ar->Tv\*. * 

hJ5r-f *sW&cm&^mt>i> <<f»Jf|*e.BKftfi. 
2 7 [supple 16] 5 97-60 2. 1995. /Mttf 
74. OKAS. 2 7 [supple 16] 6 0 3-6 0 9. 
199 5). The-ttlWjfcMfeavvCtt. Thl 
-NA^t-mfcTh 2's^/t-«B«/<9>'^ w ^af 
"«r*>*>T h 2ssBSttattSfc:ft 9. Th 2 JOg*4 

frit mm- imtm* L&&ma$ith t mtw 

**Jfc*->Tkvfc. «-»T. Th 2sUttMHtfi 

[0003] — »frs*i^t Koftim^sx^ift 
*-r* t a«a»t 4 -8awa»t=**fcfc 9 24-4 



~1 2T'C>'HfV«Lh/\oyv. -ho^v^ 

*»1 ~8T4M«B«r*LTfcJ:v»r;l^3+>'^^r. 
«SRftl~8T«<WRe«LTtJ:kVNnT/Ua 

t> J: u 7 x -fl,TtV3*i: ~sti H-X-iV* £irrf\ 

R. R'# — 3«r-?T/NDy>-. = M3a>*n<i*|» 

[»H<0PH»M!lBB] 
[0001] 



30 «#tWftSrrPiWr-BtlKi:S»^ *t3»ESEJGtt 

ruiw?-fia»=4ntts$HWw»«:«. r«>^ 1 

ate phase reaction of the type I &llervy?&9. T 
h 2^/t-«B • »■«*»< K*»-»TV**fc#;{. 4, 
ft.** 5 <flW?7C». Wfiftfi. 27(5). 

564-574. 1995) . iOj:3fc. ThtHt 
AJaWWiHliSS t «*fcffl«0WX P n-^-Ri6*qB^.f * 

^Svtt«ls«B«f(rc^r<-«aWfflfe:tW*) fc«ft 
50 [0 0 04] xfe. *«*0ftftHlka«Ufe<b^1teftC 



(4) 



H*M l 9-208584 



5^/(4. 5-c]*yyv-4-rs>«ttT 
u. te^-f frAMTbi i --r vr+n,- 1 h— < §r 

V[4. 5-c] ^yU>-4-TS>' (-f $^H) 
LTV»<03HD/yvrv>6 (R*fO«mi 4 5 
34 0#. *aftffi*468 9 3 38#. *0»8H»4 
698348#. *SBffHB4 9 29 6 24#. ftflfft 
«F*385630*. *SB«ttfJ5 34 6 90 5# 

<i»WP3 - 2 6 4 5 6 2#OH*S#i.TV***<. (FB 

(0005) * 
X 



10 



t: J: *W*BTUW-BUEbim*a.Vtx* § >« 
[0006] 

(0007] 
(fclO) 




o- 



(ca,)»-CDr«-(og B — 



(I) 



( 0 0 o 8 j 3*1 xji^aw^ifett/Noy^ac^ 
(0009J (2) ±B < 1 > fcaotors FBWfc* 

(00 10J (3)TE*IIT*S*i.i3Sl < orSHU| 
*|SHtrcfc* . 

(001 1] 

(fcl 1] 

X'— (Oy.-CWM- (CH,)n— N-^ 



(n) 



* (0017] 
[ftl3] 




30 




(0018)*III*. n«i2**12<0ffl«.jS*- 
(0019] (6)TB«I\rr*&*i*stl<or5H» 

(0020] 
(£14] 



HjN- (Opn— N— ^ 



m 



(00 12] sen*. x ttAoy^KTOUfcL, 

ttl*4,9«*B*. n(12^12««tW. 
(0013] (4 ) TTEitll-T^S^SClOTS F» 

(0014) 
(fcl 2] 

H^=CHO0NH- (CH^n — H — ^ 

(w ) 



(00 15]*ir*. n(i2^120>ffift«-^ 



(IV) 




(002 1]*IV*. ntl2*>4, 1 20fflR^jj^- 
(00 22] (7)TfiSCVT«S*l*3!CI < 0TSHiH| 

(0023] 

«fci 5] 

R R* N— (CH^n — N — ^ 



(V) 



(0024 )3SV*. R#***>fc$, R ' U 



(5) 



WW¥9-208584 



-8V#««*#LTfeJ:vv\oTfl'*v'-f/l*. t» 

h * i^WftR * *f L T t J: V » y x /P* / 4 MS . 
K*ftl~l 2T^y*>-m±^ayy. -hat>&^ 

/US. ««Rl-8T*HfflR«-*LTt.J;v^T/l'3*y 
*<HUirt«. iW5»l~8T#««tirUTt»J:kVN 

Stfc. R. R'tf-oWr-jTAoyy. -ho* 

nli2*»fc 1 2<DM**iST. 
[00 25] (8) TE*CVlTjSStl**Cl<OTS HR 

[0026] 

K R'V-(CHjn — N ^ 



8 



(VI) 



[00 27]s*VI«K R****Ofc&. R'i±. JliXft 
l~8T»««fe*LT<.J:^rA'^y-fn«. 

JRR1—1 2T-N.V-e>aLh^Dyv. ^hojbiv^i 
* h*i'aUiySfc*VCi X.\i~7 s.=J\,TiMi J 4 A> 
35. **ftl~l 2T"^>'-tf^Lh^Qy^. —baf> 

-MjHK. !WWl~8T'»««tWLTtJ:w»TA'3 
Dt«*l-8r^H««^WLTLJ: 
i vNor^3*^^/u.-|frym % ^ vitt&Sft 1 — 1 

tftSf-ITLT fe J: v»7 x^WT^a^f ^/P.-n=A«t 
R. R'* 5 — oc^roT/xD^. - ho 

[0 0 28] (9) T3E5CVIITiRS#1.*SCl05T5 K» 

[0029] 
Htl7] 

[0030]stVII«K R#**Ofc&. R'Ji, ftftft 
l-8T»«Ht^LTt,J:V»T^y>f/Hi. ftjRft 
l-8T#««t*UTt»J:Vwxar^y>f4«. * 



* h*HKJi£ftf?LTb J:^7x=iPTii'*y-fip 
8. K*ftl~l 2T^^li/\Dyy. -ho* 

y-f/«. *a*l~8T4HWR*^LTtJ^>T*3 
10 R. r***— ?tz&->T '\uyy. ~hu 

F&B&fZ. ntt2*»4,l 2<0fflBt€rij-rr. 

[0 03 1] (10) T£i«VUITij^*l£=£ltf>TS 

[0032] 
[fcl8] 

R R'H-{CHjn—m Q 

C£x v <«> 

20 ^^K^Cl 



[00 33J3SVII1+. R#***>i:*. R'tt. 
*l-8T4MM€*rLTiJ:kvr7U*y'-OI^ BtX 
ft 1 —8 -CJHKfffr W UT fe J: i- w \o 7VH& y 4 Mt . 
«3WR1~ 1 2T"0"fcfvaLh/\oy>'. -ho&iv* 
H> h#5'W«**LTfcJ:v*7x=JI/r/lofry'4 
X. HHIN 1 '2?»0«>«±/\By*'. =ho* 

y-f A*. K*Rl~8T4HWR«:WU-Ct,iw^T/U3 

n/\D7/P34i'*yp)KzMt. ft*vUiK«Ri~i 
2T^>-fcf>'SLb»\o*'>'. ^hatik>a>KyB 

[0034JSCV. 5«V1. SCVIIt:*JJt6R. R'liTS 
y«Ofi5JKTft»). tflKll. T-fc*-JK TTTt:*- 

40 >*^/P#— /K iso-7*h^^;^-/K tert- 
[ 0 0 3 5 ] *l<0fc£«K0|g»ai=3*SL -5 £ftM«rtn 
K. SSBB. >-x»>K. >f>-^*y|8. p-h/t-x 
[0036] 



(6) 

9 

SHWWWi. *LU&Tnj: 3fcU«ftti: b# * ( o o 3 7 ] 
W4> * * [*19J 



a ■ 




1 0 



r % tri-u^a — m 



X 



(4) 




(B) 




(B) \ 1 «•"-«*>»— 




(•) 





^ i^il' yfi ** t4 ^*« (Synth. Co 
-^.1990.20.2559, J.M.O«..lM.3l.m. J.Or 

i^V 1 ™^ J - te - °« Soc-.1941. 6 3.852 



(004 1 J X« (4 ) (=4,n T , 3tVI^fc^, TS 



< 

1 1 

tert- r h * n,x.=jv- { B o c ) ff>ft£ttjg3&* 
<Z) <0«^J±l!-<t*«-»»taHW6Ci:t=J:^r 
[004 2]IB(5)tZ*HVC. asas****:^ 

*. 1 

[004 3] 18 (6) C*»*vc» 5f_h^p_^ (gf 
ffltt*^) *T\ TAo-;WBB4»<0T>'*xr* 
*v*t»T vtxr* t Ml LTRfcS £ t fcJ: -> 

[0044] IB (7) tzn^x. K*ffi*±a*ttfl: 
'UWAktittZfiiUfiym <«F*L<li. *«> «t» 

[0 04 5] IB (8) CJU^T. SWIl«>fc£**^ 

(tit tit, *A,#*J4 S K» a£ft£**ffi. ft?o 

T/l'rtvfttrJakvcfcJro. 

[0046] XB (9) IZH^X. 3X\<rHk£Qat&tB 

afc/kATSF. jt?s-n,. JC^y-A-. n-m/ty 
-/K >fyTo/v-/Wjf) .r tick ->t 

i t a*r* * . as* 

[0047] *J6"8<«IT**il*r 5 HBWKk&Uf 
»L ^THr/m. tt*L 9S*f. * 40 

a. aw. ^ovr=Qrifj!«wf^&. imnn*tzm 
»*>mm±. &ttm. ma. axa. abwl j«jm?, 
a*. ?y-A, d-j/sv, fcffjwctifjwwf A,n 

*. ^fn^tijUTt. aBOB{ca*S*EB • 

*tLr«. a»a. mmm. «a 

a. s«w. mm. aaa. Aftw. *# 
a. aaa. *SHta. «c*sn. jnnu» 

[0048] 3«l<Ofl:^Wttf*<o«ftlq«tt, jffiL 50 



) *ftPP9-208584 
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<ti*«. D-^s^. *y-A*4r***«4«>fc*> 

[0049] mw&wtv*emnmi, mm 

*i£*>fiawe«t*irra**a, fcfc£tfri>A*r 
home. txj». «a**MWBrfc*£fc#i»sft 

Ml*. 
[0050] 

imsmi ace. ^wwtwtMti^Ts^tciait: 

-r-*(i. I RXt? MKiB*#5K I R-8 1 0. > 
H-NMR*"C^HHi Varian thlty 400 MB Anm 

[oo5i] immi) 

4 - F3- CO^**So»jHKx4,Tg y> tpk 

2.4-^OO-3-XMi*yj|^0.1 9s (0. 
76 8md1) RVN- {*&*JMt**sitnsX=*,) - 

6« (0.768mo1) 
yx**,r S^SbI*. 7 0-CCaSRLTl«WBl 

#Lfc. h y x*-a/t s >emETW£ liz*. wt* 

fU^OML. *8t. I»f (MgSO<)«. S«» 
7-<-teftL» n-^«W>"-ililX^A. ( 2 : lv/ 

v> »a««*:j:9. 4- [3- (^vi^jr^^ 

Jn^PTSy) TTntr/PTSy] -2-?dd-3-- 
ho#yyy0.27g (0.65 laol) tJWMWEt 

[00 5 2] 'H-NMR (CDC It) 8 (vfm) : 1. 
79 (2H.m) . 3.35 (4H.m) . 5.02 (1 
H.br) . 5.18 (2H.s) . 7. 15 (lH.b 
r) . 7.37 (5H.m) . 7.57 (lH.t.J-8. 
0Hz) . 7.73 (lH.t. J = 7.8Hz) . 7.90 

(lH,d. J-8.4HZ) . 8.21 (lH.d.J-8. 
0Hz) 

[0053] (Xlt012) 

3-rsy-4- T3- fo^A^^y>ii^-n,T 

4 - [ 3 - CO'i?lM^^*ll'^XiPT S>») 7Dt 
^T5y] -2— ^oo— 3-Xho4fy 'J ^0. 27 
8 (0.6 51anl) €r^^y~/H 0«1«KKU Wk 
tt»laiaWWB0.22g (0.390aol) frlniB 
aT25iaiff¥Lft:. EB«€r*«U«aWc»^hynrA 
*i8ttC«>»t. Rfttx^TtttBU. « 
« ( N at SOi ) ft. MtfrftETftSLfc. Bftfr>- 
y^y^^A^nvh^y^-trftL. ?anrtiA> 
U>-**/-*l30 0 : lv/v)*aSft»|=J:»). 3 
-T5 y-4- [3- CCV^st^^A'JlfXrt'TS 

y) roir/i'Tsy] -2-^oo*yy>o.i 2« 



1 3 

(0. 3 1 2-oi ) UT»Jt. Ze>t,<r> 

[0054] 'H-NMR (CDCli) (pp.) : i. 
76 (2H.m) . 3.30 (2H.m) . 3.42 (2 
H,q.J=6.3lb) . 4.21 (2H.bs) . 4.44 

(lH.br). 4.92(lH.br), 5.16(2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) , 7.89 (2H.ra) 
10055] (9ENSM3) 
1 - r 3 - {KZ2&££& t te&=j SeZ £ '} 

3-rsy-4- [3- ( ^>-i;/v^ ^tnvr^-^ 7 

5^) TXJtA-TSyj -2-^DDVJ^0.12 
* (0.31 2mo\) fzh}lX.+Mt*h***-hQ. 
52.1 (3. 1 2»l) Mat. 1 00-CtanftUT3 
5*BMWLfc. KBSM-iiSTMBLT. l - ts- 
^OP-lH-r5//[4,5-c]V!>y0.12 
« (0. 3 04«ol) *8Wfiffl*fcl,T*fc. wOt, 

[0056] 'H-NMR (CDC la) t (pp.) • 2 
24 (2H.m) . 3.36 (2H.q.J«=6.4lb) 
4.67 (2H.t,J»7.0fe) . 4.95 (lH.b 
r) . 5.14 (2H.s) . 7.31-7.39 (5H 
m) . 7.62 (lH.t. J = 7.8te) , 7. 7l (1 ' 
H.t. J-7.8te) . 8.09 (lH.s) . 8. 1 3 

(lH.d.J=8.4Rz) . 8.21 (lH.d.J-8. 
4 Hz) 

J0057] UBtfU) 

^r4.5-r1»y.jy. MMry ^- J 

1 - [ 3 - ( *s.> i^/l^Mr isXll^=LI\,7> = y ) roe 

/P] -4-^OD-lH-f S^/t4.5-c]^/ 
^0.128 (0.3 04-t,l)fc« fc *JR-iW[3 

iZLt* 1 ** 1 *-' saw 
(Na,so«) ttm»«Eiv*u s»t^y*y 

'i"*" 3 2 *** ( 1 2 : 6 : 1 v/v) »a«fl-fc: 
J=9. 1 " O-TS/rotrt-) -4-?do- l H 
<J5rV[4.5-c] 4ryy^.BK<86 0mg{0. 

[0058J«H-NMR(CD,OD), (W ., :1 . 
94 (3H .). 2.39 (2H.m). 3.12(2 
H.t.J-7.8te) . 4.82 (2H.t.J = 7 .2H 
z) 7.70 (2H.m) . 7. 9 7 ( 1 H. d . J =8. 
0Hz).8.27(lH. d . J=8 . 0Hz) 841 ^ 



(8) 



14 



*MWF9-208 584 



10 



20 



40 



(lH.s) 

[0059] (SdfcH5) 

1 - ( 3 "7? /7^r^) - 1 HW ^/ f1E 
-cl^/v>- 4 - 7 ,^v < r> f Y tf 

l- (3-rsyroir^) -4-^oo-ih— t s 

rV[4.5-c]#yy^.a«( B60w (0.187 
JMTFWItT^-T 5.1 fcjtoi. ISO-Cfca^LT 

(3-rsyroe/w -iH-<r §4*/ [4.5- 
c)#yy>-4-rs>'i iig(o.o455»i) 

fi-SJWUMOSft (mp : 243~245r ) 

[0060] IR(KBr)cr>:3320. 317 
0. 1 6 50 

•H-NMR (DMSO-d.) * (pp.) : 1.93 (2 

H. m) . 2.57 (2H.t.J-6.6lb) . 4.64 
(2H.t.J=7.0te) . 6.55 (2H.s). 7.2 
6 (lH.t.J-7.2te) . 7.44 (lH.t.J = 
7.41b) . 7.62 (lH.d.J=8.0lb) .8.12 
(lH.d.J=8.0Hz) . 8.19 (1 H.s) 
[0061] (9mm 6) 

4 - T3- tt«l=Zfcaicafld£SjkZl '} — r 

^T5^1 -2-»PD-^-- hP » y „ vg>M 

2.4-^DO-3-ZhD^/i^o.59g (2. 
4 ImoD S.VN- (tert-r^i^jwf;^) _ 

I, 3-7u/^TSV0.42g (2.41«m»I) £ 
MJXf-Zl'TSV 10 ■!!*>, 7 0X:t=tt»LTl. 5«* 
«B»P . «ET y x-f-;PT 5 L £S& 
•fcCf-l^WIWU *». ft* (Nat SO, ) ft* 

ffTWBUi. Bttt-y^y— A-rhy-f-AV— htr 

*T5tU 4 - [3- (tmrt-7h+i,*MKx*7i 
-/)7ne*.7S/] -2-?dd-3-;FdVJ 
f0.61* (1.60wl) **fe!6a<mp: 159 
-1 6 1 -C) t LT»fc. Z<n*><rxMHem?-9\t 

(0062J IR(KBr)cr«:3310. 168 
0. 1 580 

'H-NMR (CDC I,) * (pp.) :1.50(9H 
«). 1.77 (2H.m) . 3.27 (2H.q.J« 6 . 
lib) . 3.36 (2H.q.J=6.01b) . 4.82 
(lH.br) . 7.37 (lH.br) . 7.55 (1 
H.t.J=7.8lb) . 7.72 (lH.t.J-7.7H 
*) . 7.89 <lH.d.J-8.2fe) . 8.27 (1 
H.d.J= 8 .4lb) 
[0063] (XttH7) 



(9) 



1 5 

4 - [3- <tert-rh*^*H'#^rs>') me 

/PTSyj -2-^OD-3--ho*yy>'0.27 
s ( 0.7 0«ol) f:X.fS-)U7MltzmfL. «HW 
rClU • 2**D*0.55* (2.45vl) tlnil 
•SBIWSflBJLyt:. HttUfcRESS- 2 N - ^ T* 
CAIf. mo*/W»T2EM*aSU *» (*«*) . 
«aS(Na,SO,)tt. «ET**t-B£Lfc. 

IT^-iWx^ ( 1 : 1 v/v) »a»*McJ: 0.3- 10 
TSy-4- [3 - (Urt-7b*i'#tUX=yi'T$ 
J) rotors/] - yyo. i 5g 

(0.42 8-o! ) tSS«fe!Sa t LT»fc. £<0fc<0 
Oft*. Wr-^«UaT<0jl 9 Tfc* . 

[0064] 'H-NMR (CDC Is) * (ptm) : 1. 
49 (9H.s) . 1.73 (2H.m) . 3.29 (2 
H.t. J-6.2BZ) . 3.35 (2H.q. J = 6.0H 
z) . 4.28 (2H.bs) . 4.60 ( lH.br ) . 
4.75 (lH.br) . 7.44 (2H.m) . 7.87 

(lH.d. J-7.6Rz) . 7.94 (lH.d.J=7. 20 
6Hz) 

[oo65] <mms) 

1- T3- (tert- fK^Mtzjuygy) T 
oe/H -4-?nn-lH-^f/ r4.?-cl 

3-7S/-4- [3- (tert-T'h^v'/rrt'jK— iPT 

5^) roertrrsy] l 5 

8 (0.42 8wl ) tZ b !/X*-Jl'9t7l'h*Jk*— b 0 . 
3 6*1 ( 2. 1 4nol ) fcJniT. 1 0 0XTC2^P3 

fetes otrr i ««* Lfc. ra&a^^MEr-aw 30 

L. ?DDt.^A->^y-yW (150: 1—100 : 
1 v/v) JKBB^tJ: 0. 1 - [ 3 - <tart-?Hti, 

*/J^ff=lPTSy) 7ne^] -4-^DD-lH-f 
[4.5-cD */»jy0.14g (0.388h 

I) *fift»* (mp : 15 5—1 5 6"C) t LT» 

[0066] 1R (KBr)er' : 3380, 168 
0. 1 520 

'H-NMR (CDC Is) tt (ppa) : 1.47 (9H, 40 
s) . 2.22 (2H.m) . 3.30 (2H.q.J=6. 
4Hz) . 4.68 (2H.t. J = 7.2Hz) . 4.7 (1 
H.br). 7.66 ( 1 H. t . J =7. 6Hz) . 7.72 
(lH.t.J=7.6Hz) . 8.09 ( 1 H.s ) . 8. 1 
6 (lH.d.J = 8.4Hz) . 8.21 (lH.d.J = 
8.4Hz) 
[0067] 

I - (3-T?yrn^) - 4-»dp-1 H — f = 
^/T4.5-c1 

1- [3 - <tert-7h*is*M,#—j\,T=.S) 7Dt SO 
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A,] -4-^00-1 H-- f *rV [4.5-c] #y 
V>50mg (0. 1 3 9aot) t«fcX-f-U>'3«l(C» 
«U MJ7A'*ofNK0.1 lal (1.39wl) &fe 

iaari e«t ut. »b«*isetmbU sttc 

1 N-*«fc*-h v -7A**« 1 ■1»MHB***£. 
?atttfrWtT5l9»ffiU ISt (Nat SO« ) fiUfff 

&m*ti) TbV+*U-bLT9rim*P1lL. 1- 

[4.5-c] Wyi4n(0. 05 36m>1) 

[0068] IR (KBr)cr' : 3400. 159 
0. 1510 

'H-NMR (CDC ls+CDsOD) 9 (ppa) : 2. 
06 (2H.m) . 2.72 (2H.t. J=6.8Rz) . 
2.98 (2H.br) . 4.64 ( 2H. t. J«=7. OR 
z) . 7.57 (lH.t. J=7.6Hz) . 7.61 (1 
H, t.J«=7.6Hr) . 8.03 (lHs) . 8.05 
i (lH.d.J-8.0Ux) . 8.1 1 (lH.d.J-8. 
Ob) 

[0069] (nmmio) 

l-o-rsyyntrin -iH-/gwr,. q 

1- (3-7S/70t*) -4-^DD-lH — f 5 
1 4 . 5 - c ] *y v y l Am ( o . 0 5 3 6»l ) 
trWEBUKSI tCTJU A"5aUUftMrFK 
T 3 «1 frlBi . 1 5 0*CttW»LTlW11f 
Us. SJRStr JCEETWi L . BS£1 N-*Wfc^h 
y*-Me»»0.3al*tt£*r^*a ! TKLT. 1- 

0- rs/rDeA-) -ih- f srv [4.5- 

c] *y»J>'-4-T5>'8«t (0.033 1b>I) 

ft. 

[0070] (XttMl 1) 

4 -^^r; y-i-f ^-tttrt. -^h^^ 
5-d *y)yg>^tf 

1- [3- (tert-rh^^/i^jt^vrsy) me 
iu] -4-^00-iH— f sry [4.5-c] *y 

UV3 0ag (0.0 83 laol) fcO^yWTS^lal 
*J0A. 1 5 0-CCJnliLT3IWBIBtLfc. JfffRi 
•K^V^TSVfeW^U. 1N-Sttfc*tt**lg 
£*<t*f-UVT20ttffiL*:. *T»BErftSUft**X 
^HU«>A*jg«Tafe#U tat(NatSO«)flk. * 

0 : lv/»)«ajM3HCJ:9. 4-^^X5^-1 

- [3- (tert-rh^^/^z^rsy) me 

AO -1H-- fS^V [4.5-c 1*S'jy3Sm 



1 7 

(0.08 1 l-ol) irae»*(inp : 171-17 

[00 7 1] 1R (KBr ) ar 1 : 3 3 30. 170 
0. 1 590. 1 540 

'H-NMR (CDC Is) * (pp.) : 1.4 6 (9H. 

s) . 2. 1 8 (2H.m) .3.25 (2H.m) . 4. 

57 (2H,t.J = 7.0Hz) . 4.64 (lH.b 

r). 4.95 (2H, d. J = 5.2Hz) .6.05 

(IH.br). 7.26-7.36 (4H.m) . 7.4 

7 (2H.d.J = 7.6Hz) . 7.51 (IH.t.J- 

7.6Hz) . 7.82 ( 1 H.s) . 7.92 (2H.t. J 
-8.0Hz) 

10072] (5Ut«12> 
l-(3-T^^7-o^) - iH-^fg^rr^ | B 
- c 1 y- A -t? 

4- ^V^UTSy-l- [3- (tert-n^ 

^ii^u=A'Ts y ) mir/p] - 1 h— f srv 1 4 . 

5- c] *SW30m% (0.0695hoI) t^»3. 
lfcSMfU *tMfc/t5S*>.fc-K* [2 OX] 0. 1 g 
*tat 1 BttHKLfe. E£W*«iUflETWBE* 

(6 : 3 : lv/v) «tfB»J; 0 B Vmt OB m* **. 
TA>» y«*T*ft*a»KU 1 - ( 3 -rs/7ne 
A-) - lHWS^/[4.5-c] 
5 >7« (0.029 Owl ) LT# 

[0073] (5?lfc«13) 
4 - f4 - (t^-Th^*fr7KXAOrg y) 

2.4-S^Dn-3-=ho*yyvo.728 (2. 
9 7»1) AVN- (tcrt-rh^^ii^p) - 
1.4-y7S/7^>0.56g (2.97wl) *K 
UXf-/PTS^12.l*. 7 0t:«ni*LT1.5*R| 

u *a. e& (Mgso,)«. «ffFis«s- s * L 

n ^Xf-/Px-^ { 1 - 1 y/ 

v) Thy^u-hUTTOU. 4- f4- (ter 
t-7N+i/*^ZA-7;/) ^•f-Zl'TSyj -2- 
?OO-3--h DV ,j >0i97g (2. 46«>l) 
fcKft»* (mp : 1 2 5— 1 2 6. 5"C) t LTft 

TOO 74 I IR (KBr) cr' : 3 34 0. 3 28 
0. 1 680. 1 540.1520 
'H-NMR (CDCI,) 9 (pp.) . 1>46 (9H 
*>. 1-63 (2H.n,). 1.78 (2H.m). 3 .' 
19 ' (2H.q.J-6.4fc) . 3.47 (2H.q.J = 
6.1Hz) . 4.68 (IH.br) . 6.41 (lH.b 



(10) 
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r) . 7.52 (lH.t. J-7.7Hz) . 7.74 (1 
H.t.J«7.8Hz) . 7.91 (lH.d.J-8.4H 
z) . 8.1 1 (1 H.d. J=8.4Hz) 
[0075] (mttmiA) 

4- t4- ( tert- 7> * i^/WjffxA-T 5 >- ) 
TSy] -2-^DD-3-zho^i;y 0 .5« 

10 -T til] - 2*f»*n.0K (4.43«ol) fcjDil* 
HSBOK Lfc. RJBiKS- 2 N - 7>trr*cfcit 
?oo*/i^V2l3«iaJU (A**) . *3S (N 
a*S04) 1*. »ET**£»*U:. Bjtt^y^y 

fcxf-A- ( 2 : 1 v/v) JRBBJNcJ: o B«***^ 

a*tfir*«2^x^x— r^Th y-f-ii — j» lt, 3 

-TSy-4- [4- (tert-rM^/uajfx/PTS 

rtA-rs/] -2-^oo4yy>'0 i2« 

£0076] IR (KBr) cr 1 : 3270. 168 
0. 1 540. 760 

«H-NMR (CDCI.) * (pp.) . !. 44 (9H 
s). 1.64(4H.m). 3.17 (2H. q, J = 6. 
0Hz) . 3.27 (2H.t. J = 6.6Hz) . 3.89 
(IH.br) . 4.15 (2H.bs) . 4.59 (1 
H.br) . 7.47 (2H.m) . 7.77 (lH.d.J 
= 7.6Hz) . 7.89 (lH.d.J = 7.2Hz) 
[0077] (SQt«15) 

30 1 ~ T4- ttgfcxXh&ka &dsg&za y ? Zfc 

3-TSy-4- C4- (tert-T-h^^/WfXiUT 
i/)rtfl,7S/] -2-^oo#yy >0 .14g 
(0. 384hdI) teMJX****^*^-!^ 3 
2ml (1.9 2.01) f-ani. lOOrtCJBRUTlft 

^-^(150: 1-100: 1 v/v )««■#£ J: 

40 o. i - [4- (un-rh^^-nx^rsy) r 

-4-^od-ih— ($^/[4.5-cJ* 
/,J>0 - 12 « <°-321-«l)S:8}« fett5fe(lI1 
PM48-15 0T:> fcLT**. -ot^c^JHK^ 

[0078] IR (KBr) cr 1 : 1695 ]5i 0 
'H-NMR (CDCI,) (pp.) :1.42(9H 
s). 1.62(2H.m). 2.06(2H.m). 3.' 
21 (2H.q.J=6.4Hz) . 4.58 (lH.b 
r). 4.65 (2H.t.J=7. 41b) . 7.66 (1 
» H.t.J-7.2lb) . 7.72 ( 1 H. t.J =7. 6H 



>8. 



1 9 

z) . 8.0 2 (lH.s) . 8.13 (lH.d.J 
4b) . 8.21 (lH.d. J-8.2Ex) 
[0079] (96KM16) 

VT4.5-c1*yU>g>^ 

1- [4- (UTt-7b*risiMstfZ^T$S) 7+ 
-4-^QO-lH— f 5*y [4.5-c)*y 

yy0.10g (0.2 67aaol) tefot+UXtmUZ 
ffl*U hV7^4-DMI0.21al (2.67«oI) * 
2n*SKSTlWfi?Ufc. KJB»S-«ETWit. Btt 
*= 1 N -*Wkt r U ?**8S2.1&t/Cfta***l*. 
T^oo^AT5H»aJL. «g (NaiSO.) tt« 

- (4-TS/r-f-A') -4-^QD- 1H-- < SrV 
[4.5-c] *yy^4 5«(0.164aol) *$& 

10080] IR (KBr) cr> : 3400, 295 
O. 1670. 1520. 1360 
'H-NMR (CDC1.) S (m) : 1.51 (2H. 
m) . 1.96 (2H.m) . 2.66 (2H.t.J«7. 
2b) . 3.03 (2H.bs) . 4.53 (2H.t.J 
=7. 4b) . 7.56 (lH.t. J = 7.4b) . 7.6 

0 (lH.t.J = 7.5Hr) . 7.97 (lH.s) . 8. 
02 (lH.d.J=6.4lb) . 8.04 (lH.d.J = 
6.4Hz) 

[0081] (SOt«17) 

i-(4-7;y^)-m-w?r>/r/i 

1- (4-7i/7f/P) -4-?OD-lH--f 5/ 
V[4.5--c]4fyy^40«f (0.146«d1) frit 

EEHSra&VCAiu x^y— t'8ai&u c tt£rnfffirr 
>^=T4«1MB4. 1 50-aaW»l,Tl«l»fL 

1 N-*iwk^h u «>A*ji«o. 5«i tjbife. mm 

HftTOUx^/-/W*»«M6ftLT. 1- (4-TS 

yr-f-rt/) - in— f srvt4.5-c]*yy>- 

4-TS>l 4«x (0.0548aol) fr8ft*ettA 

(mp : 227-2 30. 5"C (#*) ) LT#fc. 

[0082] IR (KBr) cri : 3340. 318 
0. 1650. 1 530. 1 400 
'H-NMR (DMSO-d«) * ( m ) : l. 30 (2 
H.br). 1.39 (2H.m). 1.89 (2H. 
m) . 2.5 5 <2H.t.J-6.8b) , 4.59 (2 
H.t.J-7.0Hz) . 6.56 (2H.bs) . 7.26 
(lH.t.J=7.4b) . 7.44 (lH.t.J = 7. 
7Bz) . 7.62 (lH.d. J=8.0b) . 8.05 
(lH.d.J=8.0b) . 8.19 (lH.s) 



<J1 > WWT9-208584 

20 

[0083] (9mm 18) 

4— vVS^TS 1 - T4 - (t**±-TU*^^ 
tffc^Tg J ) »»1 -lH-^gf/fi^- 

1 - [4- (tert-7h*i'fi/U4i=Jl,T$S) 
A-] -4-^OO-lH— f C4.5-c] *y 
9>70m (0. 187mo1) COS^TSS^bI* 
15 0X^aa»LT3«WH«fU:. «ET3** 

» iaKt>f-U^-T2H«fflLJt. 

^hy>^*JBWT*»L. «B* (NaiSO«)(|. K 

fcftL. J'Do^-^^y-rt, ( i 5 
0 : lv/V) »»wmcj:9. 4-^x^TSy-l 
- [4- (tert-rh^^^Jtt^rsy) 

-lH—f §^/[4.5-c] *yyV79«(0.1 
7 7-dI) fc&es* (mp : 151—153. 5T5) 

**. 

20 [0084] IR (KBr)er' : 3380, 331 
0. 2930. 1680. 1595. 1540. 124 
5. 1160 

'H-NMR (CDCIt) 8 (**) : 1.4 2 (9H. 
s) . 1.58 (2H.m) . 2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 (2H. t. J = 7.4b) . 
4.5 5 (lH.br) . 4.95 (2H.d. J = 5.6H 
*) . 6.03 ( lH.t. J = 5.6b) . 7.23-7. 
36 (4H.m) . 7.47 (2H. d. J«=7. 6b) . 
7.51 (lH.t. J=7.8te) . 7.75 (1H. 
30 s) . 7.90 (2H.d. J«8.0b) 
[0085] (KMM19) 

l-(4-T5/r^) -IH-^g^/U..;- 

4 -OSSfrTSS- 1 - [4 - (tert-7>*£^/W 
ttZjVTSS) 7+A>l -1 H--f [4.5- 
c]*/'JV6 7«(0.150«)O *<¥K5b1«* 

*u #wf^m-j» [2ox] o.i 5 «t 

(6 : 3 : lv/v) flKt«#Jt 9 SStttoOIWUB**. 

r^ywiLTBWcfrTOL, l-u-rsyr* 

n.) -1H-- f srV [4.5-c]^^y^-4-T 
£>1 4«(0.0 54 8-ol) €rWBfe»*i: LT# 

fc. znhoxrxmm*. 9mmi 7<mt^t-fkv 

[0086] (fgftM20) 

1- T3- r T4- Lj£Z^SZk2LhjLkJ - T -r^ 
> l4.5-c1»yijy-4-T.tv^ 



21 

a) ^DDftUO.l Og (].lwl)2U;i- (3 

-rs/mtrjw) -iH--f s^/u.5-c] * 

f-ArtJUATS KSOaliaML. 1 - O-itt** 

r s /rot/n - 3 -x-y-^/pdf^v s k . g££ 
(EDCI) 0.2 9k (1.5-dI) tfefaurci 

?dd**A->^/-a, (10: lv/v) T30tta! 
Lfc. *Wf«rft«*Tafc»L. (Eg (NaiSO*) 
tt. *tfET**£-»£LT. 1- [3- [ (?DD7t 

f-ik) rsy] mtrin -ih- f srrt4.5- 

[0087] b) a) T»<rflfcl- [3- [ (^d 
DT-feffl/) Ti/] 7DtA-] — 1 H — f S^y 

[4. 5-c ] y>'-4-rs>*9a£ftitex* 

^-A-5«1«8KL. 4- (i^x^Ki/) 

yy>-.fflwao.i4K (o.4 7 2«oi) ju««mc 

*Hy>i48mg (0.566aol) £|B£, 7«J 
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fcftU fxivfrfi,^-*? j—n, (30 : 1—20: 
lv/v) jRaWJ-fciiO. 1- [3- [ [4- <^7x 

mf^) - 1 -tr^u^vr-t-f-zw] rsy] r 

- lHMSy/t4.5-c]*/!Jy-4 
-TSV2 0«g (0.0 3 64-dI) Z&KH&mWk 

[0088] IR (KBr)«-« : 3320. 165 
0. 1525. 1 070. 700 
'H-NMR (CDC 1,) * (pp.) : !. 70 (2H 
m) . 1.8 6 (2H.m) . 2.19 (2H.m) , 2. 
27 (2H.t.J = l 0.4Hz) . 2.74 (2H 
m) . 2.98 (2H.s) . 3.39 (2H.q.j = 6. 
5Hz) . 3.45 (lH.m) . 4.54 (2H.t.J«= 
7.0Hz) . 5.49 (lH.s) . 5.60 (2H.b 
s) . 7.2 1-7.36 (lOH.m) . 7.38 (1 
H.t.J-7.2Hz) . 7.51 (lH.t.J = 7.7H 
*) . 7.82 (lH.d.J = 8.2Hz) . 7.89 (1 
H.s) . 7.90 ( lH.d. J = 8.0Hz) 
10089] (j««H21) 

1 ~ f 3 - (T? aZkZl £1 "r peit>1 - 1 H--f a 
^/ r 4 ■ S - r 1 ^ y m v-^ -t? v/rvftff 

-c]^y^-4-rsvo.24g(i»t)j N . 

N-SO<**jfc/p.fcTSF3 0«l«»a8L. T^»JA« 

75*1 (i.i«oi)avi- (3-^^rsyr 
ot/P) -3-Xf-yp^/p,-n^ 5 y • <Btt80 2 9 

f L li fc 5 -° n ^«»T3.5WSU«f^; SJC 



( i o : lv/v) T4oaaiU:. *«»** 

«*Tifc»U «Bt ( Nat SO* ) ft, KETWfffrff 

ftL. ^DOsh/l'A-^^v/— (8 : lv/v) #£tfB 

Thy-f-jti^-hUTWRU i - ts- (r^y^r 
sy) roe/p] -iH— fsrv [4.5-c]*y 

y^-4-TS^0.14« (0.474«»1) frftftfi 

»5fc (mp : 1 73-1 7 5-C) fcLT»fc. iofcw 

io <r>**&&T : -?imT<?m')Ti>h. 

[0090] IR(KBr)cr>:3330; 320 
0. 1630. 1525 

•H-NMR (CDC Is) * (ppa) :2.25<2H. 
m) . 3.47 (2H,q, J=6.5Hz) , 4.61 (2 
H,t.J«7.0Hz) . 5.47 (2H.bs) . 5.7 
(lH.br). 5.71 (lH.d. J= 10.48z) . 
6.09 (lH.dd.J-l 6.8. 10.4Hz). 6.3 

2 (lH.d.J=16.8Hz) . 7.33(lH.t,J = 
7.6Hz) . 7.53 (lH.t.J-7.8Hz) , 7.83 

20 (lH.d.J=8.4Hz) . 7.92 ( 1 H. • ) . 7.9 

3 ( lH.d. J=8.2Hz) 
[0091] (%ttM22) 

i- T3- r T4- f^r^^) -}-r~ 
l- [3- (r^y^rsy) mtrno -ih— f s 

rV[4.5-c] */yv-4-7S^0.12g 
(0.4 0 6«*>I) $rX^/-rt-10Ut»iU 4- 

(y^xiwh^) ^y^ aatao.i 3g 

30 (0.427-ol) &V«IMcjrt-hy^38«g(0. 

4 4 7-oi ) *au£ . i WBStastLtz. roarera 

0 : lv/v) *ffiWH=J:DI!«****>. SftTCft 
x— r/J-T- MJ f-i u- h LTSTS L . 1- [3- 
[ [4- (^x^Ks/) 
"sj/i'] rsy] 7oe*] -iH- f srr [4, 

5-c]^/yv-4-7Sy7 5« (0. 1 3 3«o 
1) fcfltHfelB* (mp : l 78—1 8 2X2) t LXft 

40 tz. :wt,rw)i j tyw r -^(±jar<y)a o -rat . 

[0092] IR(KBr)er':3330. 320 
0. 1640. 1530. 1080. 700 
•H-NMR (CDC la) 8 (ppa) : 1.6 1 (2H. 
m) . 1.84 (2H.in) . 2. 1 3 (2H.m) . 2 
20 (2H.m) . 2.38 (2H. t. J=6.0Hz) . 
2.54 (2H.t.J-6.0Hz) . 2.74 (2H. 
«n) . 5.48(lH.a). 7.21-7.54(11 
H.m) .7.51 (lH.t,J = 7.7Hz) . 7.83 
(lH.d.J=8.4Hz) . 7.9 1 (1 H.s) . 7.9 
» 4 (lH.d.J-8.4Hz) . 8.68 (lH.br) 



(13) 
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10093] <9dtM23) 

i- f4- ( TV u^rsy) r*;n -ih-4 s*- 

V f 4.5-c l^yMJ^-4-TSV^lS 
1- <4-TSyr^rt') -lH-<f 5*"/ [4.5- 
c]*yijy-4-rS^0.26« (la!) f-N.N 

-^x-f-n^^ATSF3 0BiwraiL. r?y/MS7 
5i/i ( i.i—>nam- (3-y>f-/kTsym 
e^) - 3 -xf***#iM s h • eaaao . 2 9 * 

( 1 . 5-dD SrlOiaaTHWWf Lfc. RJGffltc* 

( 1 0 : 1 v/v) T4 0«aJU. ttMfrfttt 
*Tifcj»U (NatS0 4 ) (ft. «fiTJ8«fr«* 

L. fan***-*?;— * (10: 1—8 : lv/ 

v)*aswH=J:»>. 1- t4- (T^y^rs^) r 

-1H-- f 5^/[4.5~c]#yU^-4- 
7iy90mg (0. 2 9 1 mm o ] ) 
(np : 17 6—178*0 t LXtt. Z<r>t><n<r>to 

(0094) I R (KBr)cr' : 3320. 320 
0. 1 640. 1 530 

■H-NMR (CDC It) * Ivpm) : 1.65 (211. 
m) . 2.04 (2H.m) . 3.40 (2H.q. J = 6. 
7Hz) . 4.58 (2H.t. J = 7.2H2) . 5.50 
(2H.br). 5.52(lH.br). 5.65(1 
H, d, J = 1 0. 2Hz),6. O 3 ( 1 H. d d. J = 1 6. 
8. 1 0.4Hz) . 6.2 7 ( 1 H. d. J = 1 7. OH 
z) . 7.3 3 ( 1 H,t.J=7.6Hz) . 7.53 (1 
H.t. J=7.7fa) . 7.83 (lH.s). 7.83 

(lH.d.J=8.6Hz) . 7.93 (1 H.d. J=8. 
4Hz) 

[0095] (9QW24) 

1- T4- T T4- (^ ^^y) -1 -e*t 

l- C4- (T^y/prsy) r*-/io -ih-< f s*' 

V [4.5-c] *y 'J >—4-TS^8 5«s (0.27 
5aol) ti^y-JWilCSIKL. 4- (y7x-/k 
^h^) eiy^v-«K«88« (0.2 88BO 
1) &VflSM«tM;7i25w (0.302— dI) * 
JDi. lWoaBMKUfc. r» 

tttfc. ?oosfc/PA->^y— /M5 0 : lv/v) » 
SI WH= J: 0 Sttfetfta*. »«S*«x-x;ut r- y 

*>a.lo-M,T*"BU 1- [4- [ [4- 

/p> h*^) - 1 -e'cys^yo/ty-f/i,] rsyj 

7^/10 -1H-- f SrV [4.5-c] *S»y-4 

-rs ^4 8« (o.o 83 2»oi> *Sfe»* (m 

P : 1 74-1 7 6*C) l:LT»fc. w<Ofc*XO#56T 
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[0096] IR (KBr)er 1 : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
O. 705 

'H-NMR (CDC 1») S (m) : 1 .48-1.6 
3 UH.m) . 1.77 (2H.m) . 2.01 (4H. 
■) . 2.30 (2H. t. J = 6.0Hz) . 2.44 (2 
H.t.J-6.0Bz) .2.63 (2H.m) . 3.28 
(2H.q. J = 6.5Hz) . 3.37 (lH.m) . 4.5 
6 (2H.t, J=7.2Hz) . 5.42 (2H.bs). 
10 5.47 (lH.s) . 7.21-7.35 (1 1 H. 
m) . 7.51 ( 1H, t. J = 7.7Hz) . 7181 (1 
H.s ) . 7.82(1 H.d. J = 8.01b) .7.92 
(lH.d. J -8.0Hz) . 8.5 8 (lH.br) 
[0097] (1019125) 

1 - T3- T T4- r U-»D D7x^) 

ntr/ui - 1 H->rs^/r4.5- c ]*/uv-^ 

1- [3- (T^'J^TSy) 7ntrt-J -1 H-< (5 

29 *V [4.5-e] *yy>'-4-rS>'5 0Bg(0.1 
6 9«ol) *Jt*y-#P5«l«WlfU 4- [ (4-* 

6 0«(0.1 7 8«ol)&V«BWc«^hy^l6B 

« (o.i 86-01 ) tjpiT i HttBaeju^. rom 

(40 : lv/v) 8ajS*tt:j:9S0Htffrfttf>. jggff 
$ttl-f/PTh 'J-f-iU-h LT^TRL. 1 - [3- 
[ [4 - [ (4-?nn7i-A-) 7x^h*y] 

30 -l-ety^VT^jyty-frt-] 757] 7Dt^] - 

1 H->f £^V* [4.5-c] *yy>-4-TS>'4 
0«g (0. 0669-01) *afe»* (mp : 170- 

1 7 2.5-c) tLT»n:. :otw«Hm!if-^ 

[0098] 1 R (KBr) er> : 3320. 320 
0. 2940. 1640. 1530. 1080 
•H-NMR (CDC la) S (pp.) : 1.59 (2H. 
m) . 1.8 1 (2H.m) . 2.1 3 (2H.m) . 2. 

2 0 (2H.m) .2.37 ( 2H. i. J = 6. OHz) . 
40 2.54 (2H. t.J = 5.8Hz) . 2.72 (2H. 

m) . 3.37 (2H.q.J=6.4Hz) , 3.40 (1 
H.m) . 4.5 9 (2 H.t. J =7. OHz) .5.43 
(lH.s). 5.45(2H.bs). 7.23-7.3 
4 (1 OH.m) . 7.5 1 ( 1 H. t . J = 7. 6 Hz) . 
7.83 ( 1 H.d. J = 8.4Bz) . 7.91 (1H. 
s) . 7.94 ( 1 H.d. J»8.4Hz) . 8.59 (1 
H.b r) 

[0099] (%ft0|26) 

1- T3- (4-»DD^/^7jy> TTTb" 
50 <H-lHH£^r4.5-c U./.J>-4-T 
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i - ( -ih— f srvu.5 

-c] ^yU>-4-TS>'0.24« ( Inol) *N. 
BKO.l lal (l.laol) fttfl- 

o.29k <i.5-oi) fcJniSsaniuijfLfc. g 

«»«C«B*tJni. iWfxf-7PT-3ia»ffiLJt. W« 
•****T»f»U £» ( Nai SO* ) flL *ET» 
LJt . JUnEtJC—r-Jl-Z £>fc*T h y f- A P- 
hLTiFBL. 1 - T3- (4-?DDrt-^^/ur 

U>'-4-rS>'30Bg (0.0867h>1) frffiftfe 

[01 00] IR (KBr)cr' : 3330. 320 
0. 1 650. 1 530 

'H-NMR (DMSO-ds) * (pp.) : 1.9 1-2. 
04 (4H.m) , 2.26 ( 2H. t . J =7. 4Hz) . 
312 (2H.q.J = 6.2Hz) . 3.64 (2H.t. 
J=6.6Hz) . 4.59 < 2H. t . J = 6.8fe) . 6. 
58 (2H.br) . 7.26 ( 1 H. t.J = 7.4H 
z) . 7.4 5 (1 H.t. J = 7.8Rz) . 7.62 (1 
H.d. J=8.0Hr) . 8.03 (lH,d,J = 7.6H 
2) . 8.0 5 (lH.br) . 8.20 (1H. s) 
101 01] (Xft0l27) 

1 - r 3- r - -r-ji,*}**^) -i-^ 
yyyr»y^ji/i x= /^ 70^1 - 1 v\-4 =-y 
V r4.5-c1 *yu 

l-[3-(4-^OOA.7?/-f/P7S/) 7D i ; 30 

-1H- f S/y* t4.5-c]4r>"JV-4-T 
SV2 5*(0.0722«ol) . 4- (y?!^ 
M*W e^y^.«BB44«g (0.1 4 4-oD 
aW)!K*!;W4 0« (0.28 9— ol ) tN.N-j; 
•**/Wjfc/W»T5 K3.l4re. 1 0 O-CCC&flftLT 81$ 
ISHtffL,*:. KJEjKtoJcfcJqi. ?cra4ukb«C2Mi 
JUL. «ai<N a2 so ( )«. ISffT*tt*B^Lfc. 
««$-T^5 7A?D-7t-f7 7 < -iztfL. 7a 
U*ti,J*-*9 ( 1 50 : 1^70 : lv/v) * 
ItiWiHzJ: 0 BWftSrifcrt. **S3H*x~r/PT h'J 40 
f-o-U- HLT. 1- [3- [ [ 4 - (y 7 x^h 

*>-) -l-e^y^r*^*,] rsy] me 

A-] -lH-fsr/ [4.5-c] *yyy_ 4 _ T 
5>1 5« (0.0 26 0«ol) €rfife»3fe<mp : 1 
58-162.51C) fcLTftn:. COt<00*5pm 

10102] IR (KBr)a-i : 3200. 164 
0. 1 530. 1 070. 700 
'H-NMR (CDC I.) * (pp.) : 1.62 (2H. 
«n) . 1.77 (4H.m) . 2.1 0 (2H.m) . 2. 50 
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] 9 (2H.m) . 2.29 (2H. t. J«7.0Hz) . 
2.34 (2H.t. J-6.4Rz) , 2.69 (2H. 
m) . 3.35 (2H.q.J=6.5Hz) . 3.40 (1 
H,m) ; 4.58 (2H.t.J = 7.0Hz) . 5.45 
(2H.bs). 5.47(lH,s). 7.19-7.3 
4 (1 lH.m) .7.51 (lH.t.J = 7.7te) . 
7.82 (lH.t.J=8.4Hz) . 7.92 ( 1 H. 
s) . 7.93 < 1 H.d. J -8.2Hz) 
(0103] (58*0128) 

1- f3- (5-»DD^>»y^T ? j) -r^->^ 

l- (3-rsyyne;P) -ih- f s^y [4.5 

-c]^/"J>-4-7Sy0.3 2g (1.33»l) 

*N.N-j;*f-/t^w»T$K4 0BlWK5U 5- 
7ocn5*tt0. 15il (1 .4 6— ol) - (3- 

&*+A'T 3 -/TtJt/U) - 3 -X*-jt*A4ti*f S K 
•«IB0.38g(1.99«)I) tthrtJB&Tlftif 
ffU:. RJtSBtok***. i»x^T-2BSi5,fc:^ 
Dojh^-pt^y— A, ( 1 0 : lv/v) T , 2EHfcajL 

M/CJTKU 1- [3- ( 5 -^anA^yf y 4 n, 

TSy) rne/U] -iH-4SrV [4.5-c]* 
yj>— 4-T5V0. 1 6 g (0.445wl) 

[0104] I R (KB r ) or' : 34 7 0 . 3 2 9 
0. 1650. 1525. 1395 
»H-NMR (DMSO-do) 9 (pp.) : 1.62 (2 
H.m) . 1.70 (2H.m) . 2.00 (2H,t.J = 
7.0Hz). 2.12 (2H.t.J = 7.4Hz) . 3.12 
(2H.q.J-6.3Hz) . 3.62 (2H.t.J = 6. 
2Hz) . 4.5 9 (2H.t. J = 6.9Hz) . 6.6 1 
(2H.bs) . 7.26 (lH.t.J-7.6Hz) . 7. 
45 (lH.t.J=7.8Hz) . 7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (1 H.d. 
J=8.2Hz) . 8.2 1 (lH.s) 
[0105] (9910129) 

1 - T3- T \A - < ^7j.X/WK^^) - | -K/M 

/'/f4.5- e Uy.i : y - 4 -Tjv^ 
1- [3- (5-?Dn;K^y^75y) xntr 
*•] -1H-- f syy [4.5-c] */!/v-4- 7 
S^50ig(0.139.1) . 4- (y7xZ;Wh 
**✓) e^y^>.«|«B4 2 M (0.13 9«>l)a 
VKSWU»7A58« (0.4 1 7»l) S-N.N-j^c 
f/t-t.^75 F3BI4T-. 1 0 0"CC»g!*LT7HHS] 
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20 



9UVttiUbJ*-*9 J—fr (100: 1— 70 : lv/ 

v) sama-ck oe«**ft*>. mmix-?* 

rh'JtAU-hUTWtL. 1- [3- [ [4- (y 

7*-^ m-s") - 1 -tr**y>*>"O'*y4A0 r 

5/] Tot/P] -1H-- f 5#V[4.5-c]*/ 
ijy-4-rJ>'2 0« (0.0 3 38-Dl) tafe© 
* (mp : 1 5 2—1 54T:) i: LTfcfc. :«>tM) 

[0106) IR ( KB r ) cm' 1 : 3330. 320 
0. 2940. 1640. 1530. 1070. 700 
1 H— NMR (CDC Is) * (m) : 1.50 (2H. 
m) . 1.64 (2H.a).1.69 (2H,m) . 1.84 

(2H.m) . 2.08 (2H.m) . 2.19 (2H. 
m) . 2.20 (2H,t. J«7.4Hz) . 2.30 (2 
H.t.J=7.2Hz) . 2.70 (2H.m). 3.36 

(2H.q. J=6.5Hz) .3.41 (lH.m) .4.5 
7 (2H.t.J = 7.0Hz) . 5.45 (2H.bs) . 
5.49 (lH.s) . 5.94 (lH.t.J = 5.8H 
a) . 7.21-7.37 (1 lH.m) . 7.52 (1H. 
t.J-7.7Hz) . 7.83 (lH.d. J=8.4Hz) . 
7.90 (lH.s) . 7.92 < 1 H.d. J =8.4te) 
[0107] (*9tM30) 

1- T3- (f-T-o^^^Tgyime 
»] - 1 H-^f g^rv r a. i »y ■j>-4-y 

l- O-rsyrrotr/w -ih-< 1 srv [4.5 

-c] #yyv-4-TS>'0.248 (lml) *N. 

*ro>*o.2ig ( i.ihoi) B&i - <3-yy 

BMS0.2 9 8 (1.5HB1) fctti. SfflTlWtffL 
fc. £0S«(C*<S)K&^MBxf-/^T2eiitaiL. <g 
*(Na»so.)tt. MErMMfclfc. S**x 
-f^fet*Thyt*l~ rLTWKU 1 - [3 
- ( 6 -7'o*^4r'9V-f /V-TSy ) Xot/P] -l H 
-4 5 #V [ 4 . 5 - c ] *y y ^-4 -T S V5 0«j 
<0. 12 0-oD t:Bt&&»mbLX»t:. Z<0{,ff> 

[0108] IR (KBr)cr' : 3330. 320 
0. 1 540. 1 540. 1 395 
1 H — NMR (DMSO-de) * (pp.) : 1.36 (2 
H.m) . 1.52 (2H.m> , 1.70 <2H.m) . 
2.00 (2H.m) . 2.10 (2H.t.J = 7.0H 
*) . 3. 1 1 (2H.m) . 3.60 (2H.t.J = 6. • 

VA>h'?y*/9*>l,-h (SP-20) 
S'JX+yWM ( I PM) 
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*8fe) . 4.59 <2H.t.J-7.0te) . 6.56 
<2H.bs> . 7.25 (lH.t.J«7.4fe) . 7. 
44 (lH.t. J = 7.4Hr> . 7.62 (lH.d.J- 
7.8Hr) . 7.95 (lH.br) . 8.03 (lH.d. 
J=7.4te) . 8.20 (lH.s) 
[0109] (9310131) 

1- T3- T T4- (S^XJtotK*^) -i-e^e 

f 4. 5-c 1 *y»J>-4-Tg ^^tft 
1-13- (6-ro**v*1JV-fA.TS>') 
A'] -1H-4 Srv*[4.5-c]#yyv-4-T 
S^4 5u(0.108moI) . 4- (i^xSAoth 
e^U^ «M86 5« (0.21 Jt 
V#a»y>A5 9«f (0.4 3 0moI) CrN,N-^> 
f/W;^Tt F3«1«K ] O0"CfcSB*LT8WHHf 
ffUfc. EiEStC*tJDi^DO^AT , 2B»ffiL. 
IS* (NatSO« ) ft. METStt*«£L*:. «*t 

A-**./- iKl 5 0 : 1—70 : lv/v) SifiBft 

-MTfVU 1- [3- t C4- [i^xSjt** 

-l -e^y^>"s*ify-f a-] rsv] rot? 

A-] -1H— f Sry[4.5-c]*vy>-4-T 
£^28«g(0.04 6 2-ol> (tfM^Imp : 
1 5 1 — 1 5 5T:) fc LTfffe. :<0tW)M?«f 

[0110] IR (KBr) or" : 3330. 294 
0. 1630. 1540. 1070. 700 
'H— NMR (CDCIt) 6 (pp.) : 1.31 (2H. 
m) . 1.48 (2H,m) . 1.63 (2H.m) . 1. 
70 (2H.ro) . 1.86 (2H.m) . 2.07 (2 
H.m) .2.17 (2H.t. J = 7.6te) . 2.20 
(2H.m). 2.27 (2H.t. J-7.6Hx) . 2.7 
1 (2H.m) . 3,37 ( 2H. q. J = 6. 5te) . 3. 
42 (lH.m) . 4.57 ( 2 H . t . J -6.8Hz) . 
5.45(2H.bs). 5.500H.8). 5.62 
(lH.t. J = 6.0Hz) . 7.2 1-7.37 (1 1 H. 
m) . 7.53 ( lH.t.J=7.7Hz) . 7.83 (1 
H.d. J = 8. 4lfe) . 7.9 0 ( 1 H. s ) . 7.9 3 
( lH.d. J=8.2Hz) 
[0111] (Xftf*32) 



40 



0.2g 
2.0s 
0.4s 
7.4g 
0.0s 



[0112] 8OX^MkUn:y^b^^y?^P-*50i(h (SP-20) 2gtZ**SHtH*0.2g*tB*.bl 
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JfjSfKUi. £*ifc:5 Vx+ytM yrnt;t- ( i p 

m> o.4 gfc-jnifctt. wiiztmmm (8 or) ux 

*JV !/>-7. 4 g*Ju£. Wf^38*4Bffl 
ftfflUt. 

[01 1 3] (ItlHWl) 
2X4 5**H<K«<0fW 

8ox:«iaitfc-f v^-f-ry>i85gt33HS»»4 9 

888 1 5CEO^H£-C£j£Ufc<f S^F0.5« 
SrjBiJWfjBWLfc. .Iflfc. MRU* (8 0r) LT 
l5V>fcaev-feU^l 9.5*€rlo£, J»*L**«*S 
»MOU:. 

[01 14] (it««2) 

0. 1 2X'JyfoyVWf (^sJV^WB) **<D4 

[01 15] (J«iW33) 

(l)MKfttt 
*W3O0-6O0g«ttt. Hart I eyJtoUE 

(lWt:/vty-) *«BUfc. ISiWSBiT. 
I s h i i t> (Naimyn-ScbBiedeberg's And). Phamaco 
1.. 332.219-223. 1986) tZj: 0«*Sn^*&«~«BX 

r<o««j& mm UKsarc 

frt-WOSKU *W«*.<02fr*»fe5RWiaW:«-fWEt 

«*U 3 7t:«na L*:**ft (Krebs bicarbonat 
e»:NaCl 118.1* CaCl, 2.5bM, K 
H»P04 1.2M. KCI4.6M. MgSOt 1.0 
■M, N&HCOt 25m, glucose 1 1 . 1 #1. p 
H : 7 . 6 5 ) *mtl Lfc 1 Oil V^jr^8»4»taBS 
U 9 5%Oj. 5XC0»O»^Xt-jijRU7t. St* 

^X-ri-tf- ( NEC San-el. Type 45196A) BOSS. 
BEJlT>"T (NEC San-ei.Type 1236) &itLX<< y 

rmuri-o—y— (rikadenci r-50) ±tz%MLrz. 

[0116] m*U 1 tf&l incubation LT*»fch.X* 
( 1 0*»M) *«*LT«0Mae*»*:. 

fc. t«fc***2 0*HBfr*«U 1»t<te*£*ff 

[oii7] t^ = >=ms!mx£m*i&*iz % -f* 

**K (1— f yrt/k-lHM S^V[4.5- 

( D M S 0<7)-?75t XSHW»T-<0«*l»flBi 0 
1%) LJt. 

[0 118] (2) e« 



(16) 
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( i ct.tt) tarco* 1 c*cr. sat 

W22. 24. 27. 2 9JtV310ft^«1^7*>' 
t H9 S VfcBttfct X9 5 >ttlt**<tTO| Lfc. 
[0119] 
[«1J 

El 



10 



mm<t*+ 


ttkX^S ( I Cat! 




>1 0-»M 




1.5X10*'M 


XHH2 2 


8.4X1 0**M 




4. Ox l 0- ? M 


Wifl2 7 


1.9x10-**! 


XHM2Q 


3.4xlO-'M 


IOM31 


2.2x1 O'M 



[0120] ( 



34) 
Iffl 



<1) 



IMW149tt<OBa I b/c-T^X (It) tB*^PT 

z> (*) i omxL i mBBnwuumnmzmiuzix l 
[0121] vr-tsMmnrnm 

0. 9X»frM» y?A*M2 OalC^t a «7b^ 
— (DermtophagoidBBpteronyBBinuB : IntemaUonal B 
iologicals. inc. ;Lot. No. 14679) 1 sfcjKniU 3 0al 
0**i^-fx*r v htr»L. **T. 4 0 00-4 5 

0 0n»T**>-'-r-fXU: (WWrFT*t£^--f X 

•*--fXLfc) . **^-MXLfc***5 0Bl«iKttr- 
30 fc^U S»T3 5 0 0TpnT5iraBS£fTH. .tgffc 

MOjM«fc»Lfc (S«A) . .r<D*ff£2l3ltOjE 
-fCfcCfcoT. jfffiB. SjRCfr**:. «»* (RO 
*> T-HHfcfrUfciWrK IZXtmm : Seaaless C 
ellulose Tubiimg) S»A. B. Cfc-f-xt-eshJIX 
U 4"CT-0.93«HK^hy>A*»iSC»LT- 

*. awtfif->fc. »»*t». met a. b. c*>*>- 

't^ttt^/t^jes** h (Protein assay Hansen 
t BCA Kit : PIERCE. Inc. ) TJBSU. **O»«t5 0 
0/ig/Bio^wc^aws(ctr*j:5fc:. o.9«««b-#- 

1 5Bi<o^»jrotrt'>f-a-rfc:i OBir-aJMtL. 
[ o i 2 2 ) oa^&vse 

«) v^x<r)JH«I«0&Tt:CO*ae200^IS 
50 (01 2 3 J «8«tBaWtr2 1 B«K=, 0.95tf«ft 



(17) 
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i-h*J *7M*»m.T2 0 0 MS/m\ <r>9 »*9W&£.mm 
LKr-tZKm8Lt:1f&&1*ilz-?4 Vs.? 9- <-f/HE: 

iz&m&miLK.. nau&Mtti o%t>m-^-?v 
ymtm (3--*9t>i 5m\&ittgmm) tyuiiB 
UL±m&&satL-cw&LLt:. msiLtz&mii. mmtz 

iBBH(4 00fi)T. lO^lca^0<OtnR»k» 

[oi 251 n«* (x> - ( (mms&mwm 

6)1X100 

[0126] e*ttK»*oiai 

[01 27] 

ftftft* («&&*& : OccliBive dressing technique* 
. *2 
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* (ODT) > 

9T9*fHrtz. C 

-0«WM.Ttt3csB#fc. S5BflMdaSSEffl*«-«M^ 
2csB3!rC»PUi. tt«S*B3£3£?<r 
yt-OUWattz-T* (Johnson & Johnson KDICML IN 

*Lfc. «*«tt-Eate«J5 0»«k U 
-;WiflTW X 3 CSSftB* 0 3 BISBtJS Ufe. 
[01 28]! 

(8>3B> 
[0129] (2) 
2%4S4HEK6XH\ Wt0Wt^»KO2%««. 0.1 

^x&mvttosmsjtxMi-hmmMt:^. 3c 

[0130] 
[*2] 



[0131] 



S4U 




IpsUtstM/cs 


tmmct 






0.83*0.33 




■MM 








tmtf 




1 819.8*129. 98 




2X-T 


164.-0* 83.22 


70.87 


XsWt2 20ftfe« (2K«f) 




237.0* 88.76 


54.29 


0. 12XeSs*t*jt*>/>M 




281.6* 60.64 


40.67 


* *[«3] 

»s 








OTOMMtCsVcs) 


»04*(tt 


*8H*M* 

*oue <.t© 


12.80*8.00 




8WWM9 








1 sttMWF (cant) 




371.42* 71.01 




«M220ft*»(2KWI) 


217. 40± 68.81 


4L46 


*** 2 4 OftetC 2 Mtt*) 




61.80* 1L84 


68.86 






235.60* 07.11 


86.86 


«MI2 90ftn«(2XWI) 


862.00* 87.71 


2.83 


**«3l<D4t*« (2 KM) 


169.76*131.81 


56.99 



2 



[0132] (Sytfl35> 

23B&ssamm 
(i ) tmcxm 



*iMWi4a»<0Ba. I b/c7>>* (tf) *B*9UT 
(«) J: 1 a^flHUQBWftCJBtttt&t 
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[0 1 3 3 J (Mttt&Z/SiS 

-.43(8). P1099.1994) . H&Tfrf 
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lt%% C °?? ' X Jt= U ' hal ° ; m = X ' 9s n s 2 " 12) ' which show eosinophil 
infiltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g - ( * c fy 1<UM - no )Propyl J -lH-imidazo[4, 5-cJ guinoline-4 -amine (prepn. 

given), 0.13 g 4- (diphenylmethoxy) piper idine.HCl, and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m * 2 , n - 3 ) , which in vitro inhibited 
histamine-induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 
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